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(54) TARGET- DIRECTING POLYMERIC DRUG COMPOUND AND 

INTERMEDIATE THEREOF 
(11 > 3-287545 (A) (43) 18.12.1991 (19) JP 

(21) Appl. No. 2-85492 (22) 31.3.1990 

(71) RES DEV CORP OF JAPAN (72) YASUHISA SAKURAI(4) 
(51) Int. CI 5 . AGlK47/48/A61K31/71,AGliai/785,A6H^^ 

PURPOSE: To provide a polymeric drug compound holding both a high pharmaceutical 

activity and a target-directing property without deteriorating the water solubility 

thereof even when the amount of the drug ingredient is increased, by employing the 

compound having both hydrophilic segments and a segment bonded to the drug ingredi- 
ent and the target-directing substance to exhibit a pharmacological function. c b 1 (och .ch,>t-\h (cochkh>- ct (coch ,ciikhh-a vb* 
CONSTITUTION: A polymeric drug compound prepared by bonding a g arget- directing ch.cor* cor* 

subs tance (e.g. antibody or lectin) to the hydrophilic segment-excluding site of a block 

(or graft) c opolymer having both the hydrophilic s_e gment and a p harmacological 

function segment bonded to the d rug ingrpdient dirff crlv or thr ough a bonding cnain, 

e.g. a compound of the formula (/ is 1-30; n is 5-400; m is 1-300; x is 0-300; R 1 is OTI 

or the r esidue of the drug ingred ient, at least one of the groups is the residue of 

the drugHngredient; R z is the residue of the target-directing substance; R 3 is CH 3 , 

C 2 H 5 or the like; A is a bonding c hain originated from a coupling agent employed 

for the direct or TncTfrect bond reaction. The hydrophilic seg ment includes polyethylene 

glycol, PVA, and the component for forming the p harmacolo gical function includes 

polyasparaginic acid and rmjvla,rtir nrid, 



(54) PREPARATION OF AROMATIC AMINO COMPOUND 

(11) 3-287546 (A) (43) 18.12.1991 (19) JP 

(21) AppL No. 2-86754 (22) 31.3.1990 

(71) NIPPON ZEON CO LTD (72) KIMIAKI TANAKA(2) 

(51) Int. CP. C07B43/04,B01J23/40,C07C213/02,C07C215/68,C07C231/12,C07C233/36//C07B61/00 



PURPOSE: To prepare the subject substance in good productivity, good catalyst R n — A — N O 

separability and excellent safety by hydrogenating an aromatic nitro compound 
in the presence of a platinum group metal catalyst in a water-soluble solvent 
and subsequently filtering the reaction product to remove the catalyst. 

CONSTITUTION: A compound of formula I (e.g. D-threo-l-p-nitrophenyl-2- 
aminopropane-l,3-diol) is hydrogenated in the presence of a platinum group 
metal catalyst in only water solvent at 0-150'C under 0.1-100 atmospheric pres- 
sure and the catalyst is filtered off from the reaction products to provide a R n ~ A — N H 
compound of formula II. A metal such as Pt, Pd, Rh, Ir or Ru singly or a combi- 
nation thereof optionally carried on carbon, alumina, etc., can be employed 
as the catalyst. Since treated in water, the catalyst has no anxiety of ignition. 
The product is highly stable and does not cause the coloring or purity lowering 
of the product. 



(54) PREPARATION OF HYDROCARBON 
(11) 3-287547 (A) (43) 18.12.1991 (19) JP 

(21) Appl. No. 2-87257 (22) 31.3.1990 

(71) AGENCY OF IND SCIENCE & TECHNOL (72) TAKASHI H A Y A K A W A ( 4 ) 
(51) Int. CI 5 . C07C9/02,B01J23/78,C07C2/84,C07C9/06,C07C11/02,C07C11/04//C07B61/00 



PURPOSE: To employ a complex alloy oxide catalyst comprising an oxygen 
carrier and/or an alkaline earth metal, Co, Fe in the absence of oxygen, supply- 
ing oxygen to the employed catalyst and subsequently again employing the 
recovered catalyst when methane is subjected to an oxidative coupling reaction 
to prepare ^2C hydrocarbons. 

CONSTITUTION: Methane is brought into contact with a complex metal oxide 
catalyst comprising an oxygen carrier and/or an alkaline earth metal. Co and 
Fe in the absence of oxygen to prepare especially ethane and ethylene at an 
extremely high production rate and in a high selectivity, especially in the selec- 
tivity of ^90%. The complex catalyst is prepared by the process comprising 
mixing the nitrate aqueous solutions of the alkaline earth metal, Co and Fe 
with each other, adding citric acid and ethylene glycol to the mixture, heating 
the mixture in a rotary evaporator at 100°C until the generation of nitrogen 
oxide gases ceases, drying the resultant sol at 200°C and subsequently heating 
the dry product. The method readily gives a gas containing the ethane and 
the ethylene without requiring a condensation process. 



(Translation of Pertinent Parts of Citation 2) 



Page 310, upper right column, lines 15-19: 

A target- directing polymeric drug compound according to 
the present invention can contain, intra-molecularly , a large 
amount of drug ingredients which are stably bonded to the 
compound. The compound is capable of efficiently delivering 
a large volume of drug ingredients to a diseased or target part 
of a human body. 

Page 311, lower right column, lines 8-13: 

The drugs which can be used include for example, anti- 
cancer agents such as adriamycin, daunomycin, methotrexate 
and mitomycin C; central nervous system drugs; peripheral 
nervous system drugs; drugs for allergic diseases; 
circulatory drugs; respiratory system drugs; digestive system 
drugs; hormone preparations; metabolic drugs; antibiotics; 
chemitherapeutics and the like. 
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tr-^^^-r^c^tCttADR^S-^< 470n»©S«R^ 
H«>&*1« C ©HPLC* * — MiSI 7 

&SSW1 (HlTcflSEB KK) 

UttW? £tfc L fc *fc9Hfc* ft PEG-P [Asp (ADR) ] - 
IgG(9)(ADR) 1.87xl0" s «**t; PBS?g«600tf£ 
C x u -f 100«M£^t; PBS?Sift 600 
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